Case 5/1275 




What is claimed is: 



1. 



compound of the formula I 




wherein: 



X denotes an oxygen or sulphur atom, 



Ri denotes a hydrogen atom or a prodru&group, 




(I) , 



R 2 denotes a carboxy group, a straight-chain br branched Ci_ 6 -alkoxy-carbonyl group, a 
C4-7-cycloalkoxy-carbonyl or an aryloxycarbonjd group, 



a straight-chain or branched d-6-alkoxy-carbonyl giWip, which is terminally substituted in 
the alkyl moiety by a phenyl, heteroaryl, carboxy, Ci. 3 -|lkoxy-carbonyl, aminocarbonyl, 
Ci-3-alkylamino-carbonyl or di-(Ci_ 3 -alkyl)-aminocarbon3d group, 

a straight-chain or branched C 2 -6-alkoxy-carbonyl group, which is terminally substituted in 
the alkyl moiety by a chlorine atom or a hydroxy, Ci_ 3 -alkoxy, afojino, Ci_ 3 -alkylamino or 
di-(Ci_ 3 -alkyl)-amino group, 



an aminocarbonyl or methylaminocarbonyl group, an ethylaminocarbonyl group optionally 
substituted in the 2 position of the ethyl group by a hydroxy or Ci^-alkoxV group or, if R4 
does not denote an aminosulphonyl-phenyl or N-(Ci. 5 -alkyl)-Ci. 3 -alkylamin^carbonyl- 
phenyl group, it may also denote a di-(Ci. 2 -alkyl)-aminocarbonyl group, 
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R^Sdenotes a hydrogen atom, a Ci-6-alkyl, C3-7-cycloalkyl, trifluoromethyl or heteroaryl 
group^ 

a phenyl or naphthyl group, a phenyl or naphthyl group mono- or disubstituted by a 
fluorine, chlorine, bromine or iodine atom, by a trifluoromethyl, Ci-3-aikyl or Ci-3-alkoxy 
group, whilst in tnkevent of disubstitution the substituents may be identical or different 
and wherein the abov^mentioned unsubstituted as well as the mono- and disubstituted 
phenyl and naphthyl groups may additionally be substituted 

by a cyano, carboxy, carboxy^Ci- 3 -alkyl, Ci-3-alkoxycarbonyl, aminocarbonyl, 

\ 

Ci-3-alkylamino-carbonyl or di-(Ci-3-alkyl)-aminocarbonyl group, 
by a nitro group, 

by an amino, Ci-3-alkylamino, di-(Ci. 3 -alk^Q-amino or amino-Ci-3-alkyl group, 

by a Ci. 3 -alkylcarbonylamino, N-(Ci_ 3 -alkyl)-CiValkyl-carbonylamino, 
Ci_ 3 -alkylcarbonylamino-Ci-3-alkyl, N-(Ci-3-alkyl)\ 
C 1 -3-alkylcarbony lamino-C 1 - 3 -alkyl, C 1 _ 3 -alkyl-sulphony lamino, 
ilkylsulphony lamino-C 1 .3-alky 1, N-(C 1 .3-alky 1)- \ 
ilkylsulphony lamino-C 1.3-alkyl or aryl-Cj. 3-alky lsulpn^r^amino group, 

by a cycloalkylamino, cycloalkyleneimino, cycloalkyleneiminocarbonyl, 
cycloalky leneimino-C 1 -3-alky 1, cycloalkyleneiminocarbony 1-C 1 -3-alky 1 or 
cycloalkyleneiminosulphonyl-Ci -3-alky 1 group having 4 to 7 ring members in each 
case, whilst in each case the methylene group in position 4 of a 6- or 7-membered 
cycloalkyleneimino group may be replaced by an oxygen or sulphur atom, 
sulphinyl, sulphonyl, -NH or -N(Ci_ 3 -alkyl) group, 
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or by a heteroaryl or heteroaryl-Ci-3-alkyl group, 



R4 denote^a C3.7-cycloalkyl group, 



whilst theSnethylene group in the 4 position of a 6- or 7-membered cycloalkyl group 
may be substituted by an amino, Ci-3-alkylamino or di-(Ci-3-alkyl)-amino group or 
replaced by an -NH or -N(Ci.3-alkyl) group, 

or a phenyl group substituted by the group R$, which may additionally be mono- or 
disubstituted by fluorine, chlorine, bromine or iodine atoms, by Ci-5-alkyl, trifluoromethyl, 
hydroxy, Ci-3-alkoxy, carboxy, C^3-alkoxycarbonyl, amino, acetylamino, 
Ci-3-alkyl-sulphonylamino, aminocarhonyl, Cio-alkyl-aminocarbonyl, di-(Ci_3-al- 
kyl)-aminocarbonyl, aminosulphonyl, Cro-alkyl-aminosulphonyl, 
di-(Ci_3-alkyl)-aminosulphonyl, nitro or cyano groups, wherein the substituents may be 
identical or different and wherein 

R6 denotes a hydrogen, fluorine, chlorine, bromine or iodine atom, 



a cyano, nitro, amino, Ci-5-alkyl, C 3 -7-cycloalkyl, trifluoromethyl, phenyl, tetrazolyl or 
heteroaryl group, 



the group of formula 



Q 



-CH: 




/ NH 

»\ 

H u 




wherein the hydrogen atoms bound to a nitrogen atom may in each case beNreplaced 
independently of one another by a Ci-3-alkyl group, 
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a Ci.Valkoxy group, a Cio-alkoxy-Ci. 3 -alkoxy, phenyl-Ci- 3 -alkoxy, amino-C 2 -3-alkoxy, 
Ci_3-al%lamino-C2-3-alkoxy, di-(Cio-alkyl)-amino-C 2 -3-alkoxy, phenyl-Ci-3-alkylamino- 
C 2 -3-alkox^L N-(C 1 - 3 -alkyl)-pheny 1-C 1 -3-alky lamino-C 2 -3-alkoxy , 
C5-7-cycloallq^eneimino-C2-3-alkoxy or Ci-3-alkylmercapto group, 

a carboxy, Ci-4-alkfcccycarbonyl, aminocarbonyl, Ci-3-alkylamino-carbonyl, N-(Ci_5-alkyl)- 
C 1 _ 3 -alkylaminocarboW, phenyl-C 1 . 3 -alkylamino-carbony 1, 

N-(Ci-3-alkyl)-phenyl-C^-alkylamino-carbonyl, piperazinocarbonyl or N-(Ci_ 3 -alkyl)-pi- 
perazinocarbonyl group, 

a Ci-3-alkylaminocarbonyl or N-^j_ 5 -alkyl)-Ci-3-alkylaminocarbonyl group wherein an 
alkyl moiety is substituted by a carboxy or Ci-3-alkoxycarbonyl group or in the 2 or 3 
position by a di-(Ci_ 3 -alkyl)-amino, pif&razino, N-(Ci_ 3 -alkyl)-piperazino or a 4- to 7- 
membered cycloalkyleneimino group, 




25 



a C 3 .7-cycloalkyl-carbonyl group, 

wherein the methylene group in the 4 position (^he 6- or 7-membered cycloalkyl 
moiety may be substituted by an amino, Ci. 3 -alkylamino or di-(Ci_ 3 -alkyl)-amino 
group or replaced by an -NH or -N(Ci_3-alkyl) group ^ 

a 4- to 7-membered cycloalkyleneimino group wherein 

a methylene group linked to the imino group may be replaced by^a carbonyl or 
sulphonyl group or 




the cycloalkylene moiety may be fused to a phenyl ring or 



one or two hydrogen atoms may each be replaced by a Ci_3-alkyl group and/on 



30 
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in each case the methylene group in the 4 position of a 6- or 7-membered 
cycloatkyleneimino group may be substituted by a carboxy, Ci-3-alkoxycarbonyl, 
aminocaroonyl, Ci-3-alkylaminocarbonyl, di-(Cio-alkyl)-aminocarbonyl, 
phenyl-Ci-3^1kylamino or N-(Ci-3-alkyl)-phenyl-Ci-3-alkylamino group or 

\ 

may be replaced by an oxygen or sulphur atom, by a sulphinyl, sulphonyl, -NH, 
-N(Ci_3-alkyl), -N(phenyl), -N(Ci-3-alkyl-carbonyl) or -N(benzoyl) group, 



10 



a Ci-4-alkyl group substituted by the group R7, wherein 



R 7 denotes a C3_ 7 -cycloalkyl group, 



15 



whilst the methylene group in the 4 position of a 6- or 7-membered cycloalkyl 
group may be substituted by an amino, Ci. 3 -alkylamino or di-(Ci- 3 -alkyl)-amino 
group or replaced by an -NH or -N(Ci-3-alkyl) group or 



20 



25 



in a 5- to 7-membered cycloalkyl group a -(CH2)2 group may be replaced by a 
-CO-NH group, a -(CH 2 )3 group may be replaced by a -NH-CO-NH or 

-CO-NH-CO group or a -(CH 2 ) 4 group may be replaced by a -NH-CO-NH-CO 

\ 

group, whilst in each case a hydrogen atom bound to a nitrogen atom may be 
replaced by a Cl-3-alkyl group, 

an aryl or heteroaryl group, 



a hydroxy or Ci-3-alkoxy group, 

an amino, Ci-7-alkylamino, di-(Ci_7-alkyl)-amino, phenylamino, 
N-phenyl-C 1 _ 3 -alky 1-amino , pheny 1-C 1 _ 3 -alkylamino, N-(C 1 . 3 -alkyl)-pH^nyl- 
Ci-3-alkylamino or di-(phenyl-Ci-3-alkyl)-amino group, 




30 



-239- 



Case 5/1275 



an G^hydroxy-C2-3-alkyl-amino, N-(Ci-3-alkyl)-co-hydroxy-C 2 -3-alkyl-amino 5 
di-(co-lmlroxy-C2-3-alkyl)-amino, di-(co-(Ci-3-alkoxy)-C2-3-alkyl)-amino or N-(dioxo- 
lan-2-yl)-^_3-alkyl-amino group, 

a Ci.3-alkylcarhonylamino-C2-3-allcyl-amino or 
C i _3-alkylcarbonylamino-C2-3-alky 1-N-(C i _3-alkyl)-amino group, 

a C i -3-alky lsulphonylamino, N-(C i .3-alky 1)-C 1 .3-alkylsulphony lamino, 
Cio-alkylsulphonylamino-C2-3-alkyl-amino or 
10 Ci^-alkylsulphonylamino\2-3-alkyl-N-(Ci.3-alkyl)-amino group, 

\ 

a hydroxycarbonyl-Cj -3-alky lamino or N-(Ci-3-alkyl)- 



hydroxycarbonyl-Ci.3-alkyl-amino group, 



15 a guanidino group wherein one or tw^ydrogen atoms may each be replaced by a Ci_ 

3-alkyl group, 




a group of formula 
20 -N(R 8 )-CO-(CH 2 ) n -% (H), 

wherein 



Rs denotes a hydrogen atom or a Ci -3-alky 1 group, 

25 

n denotes one of the numbers 0, 1, 2 or 3 and 

R 9 denotes an amino, Ci-4-alkylamino, di-(Ci_4-alkyl)-amino, ph^ny lamino, 
N-(CM-alkyl)-pheny lamino, benzy lamino, N-(Ci^-alkyl)-benzylaqtino or 
30 Ci^-alkoxy group, a 4- to 7-membered cycloalkyleneimino group, whilst in each 

case the methylene group in the 4 position of a 6- or 7-membered 
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^cloalkyleneimino group may be replaced by an oxygen or sulphur atom, by a 
sulphinyl, sulphonyl, -NH, -N(Ci_ 3 -alkyl), -N(phenyl), -N(Ci- 3 -alkyl-carbonyl) 
or -N(Wnzoyl) group, or, if n denotes one of the numbers 1, 2 or 3, it may also 
denote a\ydrogen atom, 



a group of formula 



%R 10 )-(CH 2 ) m -(CO)o-Ri 1 (HI), 



wherein 




Rio denotes a hydrogen atom, a^Ci_ 3 -alkyl group, a Ci. 3 -alkylcarbonyl, 
arylcarbonyl, phenyl-Ci_ 3 -alkyl-caif>onyl, Ci_ 3 -alkylsulphonyl, arylsulphonyl or 
phenyl-Ci- 3 -alkylsulphonyl group, 




m denotes one of the numbers 1 , 2, 3 or 



o denotes the number 1 or, if m denotes one of\the numbers 2, 3 or 4, o may also 
denote the number 0 and 




Rn denotes an amino, Ci_ 4 -alkylamino, di-(Ci^-alkyl)rarnino, phenylamino, 



N-(Ci^-alkyl)-phenylamino, benzylamino, N-(Ci^-alkyty-benzylamino, 

\ 

Ci-4-alkoxy or Ci_ 3 -alkoxy-Ci- 3 -alkoxy group, a di-(CM-alkyl)-amino-Ci_ 3 - 



alkylamino group optionally substituted in the 1 position by\ Ci_ 3 -alkyl group or 

a 4_ to 7-membered cycloalkyleneimino group, wherein the cyeloalkylene 

\ 

moiety may be fused to a phenyl ring or in each case the methylene group in the 
4 position of a 6- or 7-membered cycloalkyleneimino group may be^eplaced by 
an oxygen or sulphur atom, by a sulphinyl, sulphonyl, -NH, -N(Ci_ 3 -alkyl), 
-N(phenyl), -N(Ci_ 3 -alkyl-carbonyl) or -N(benzoyl) group, 



30 
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a QL 7 -cycloalkylamino 5 C 4 -7-cycloalkyl-Ci-3-alkylamino or C 4 -7-cycloalkenylamino 
groujNwherein position 1 of the ring is not involved in the double bond and wherein 
the abovfementioned groups may each additionally be substituted at the amino- 
nitrogen atom by a C 5 -7-cycloalkyl, C 2 -4-alkenyl or Ci-4-alkyl group, 

a 4- to 7-membered cycloalkyleneimino group, wherein 

the cycloalkylen^moiety may be fused to a phenyl group or to an oxazolo, 
imidazolo, thiazolo^pyridino, pyrazino or pyrimidino group optionally 
10 substituted by a fluori^^chlorine, bromine or iodine atom, by a nitro, Ci-3-alkyl, 

Ci-3-alkoxy or amino gro^p, and/or 



15 




one or two hydrogen atoms ma^ each be replaced by a Ci-3-alkyl, C5-7-cycloalkyl 
or phenyl group and/or 

the methylene group in the 3 positiorrof a 5-membered cycloalkyleneimino 
group may be substituted by a hydrox^hydroxy-Ci_ 3 -alkyl, Ci-3-alkoxy or 
Ci-3-alkoxy-Ci_3-alkyl group, 




20 the methylene group in the 3 or 4 position of a 6- or 7-membered 

\ 

cycloalkyleneimino group may in each case be substituted by a hydroxy, 

hydroxy-Ci-3-alkyl, Ci_ 3 -alkoxy, Cio-alkoxy-Cio-alkyl, carboxy, 

\ 

Ci-4-alkoxycarbonyl, aminocarbonyl, Cio-alkylaminocarbonyl, di-(Ci-3-alkyl)- 
aminocarbonyl, phenyl-Ci- 3 -alkylamino or N-(Ci- 3 -alkyl)-phenyl-Ci_3-alkyl- 
25 amino group or 

may be replaced by an oxygen or sulphur atom, by a sulphinyl^sulphonyl, -NH, 
-N(Ci. 3 -alkyl-), -N(phenyl), -N(phenyl-Ci_ 3 -alkyl-), -N(Ci. 3 -alkyl^arbonyl-), 
-N(Ci^-hydroxy-carbonyl-), -N(Ci^-alkoxy-carbonyl-), -N(benzoyl^) or 
30 -N(phenyl-Ci_3-alkyl-carbonyl-) group, 
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wherein a methylene group linked to an imino-nitrogen atom of the 
cycloalkyleneimino group may be replaced by a carbonyl or sulphonyl 
group or in a 5- to 7-membered monocyclic cycloalkyleneimino group or a 

^cloalkyleneimino group fused to a phenyl group the two methylene 
groups linked to the imino-nitrogen atom may each be replaced by a 
carbohyl group, 



or denotes a Ci^-alkyPf*roup which is substituted by a carboxy, Ci-3-alkoxycarbonyl, 
aminocarbonyl, Cio-alkylam^nocarbonyl or di-(Ci_3-alkyl)-aminocarbonyl group or by a 4- 
10 to 7-membered cycloalkyleneimunocarbonyl group, 

an N-(Ci^-alkyl)-C2^-alkanoylaminb. group which is additionally substituted in the alkyl 
moiety by a carboxy or C 1.3 -alkoxy carbonyl group, 



15 a group of formula 

-N(R 12 )-CO-(CH 2 ) p >Ri3 (IV), 



20 




wherein 



R12 denotes a hydrogen atom, a Ci_ 6 -alkyl or C 3 -7-cycloalkyl group or a Ci-3-alkyl 

group terminally substituted by a phenyl, heteroaryl, triflWomethyl, hydroxy, 

Ci-3-alkoxy, aminocarbonyl, Ci-4-alkylamino-carbonyl, di-(Ci_4-alkyl)- 

\ 

amino-carbonyl, Ci-3-alkyl-carbonyl, Ci-3-alkyl-sulphonylamino, 

\ 

25 N-(Ci_3-alkyl)-Ci.3-alkyl-sulphonylamino, Ci-3-alkyl-aminosulphonyl or di- 

(Ci-3-alkyl)-aminosulphonyl group and 

p denotes one of the numbers 0, 1, 2 or 3 and 

30 R13 assumes the meanings of the abovementioned group R7, or, if p denotes o^e of 

the numbers 1, 2 or 3, it may also denote a hydrogen atom, 
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-N(R 14 HCH 2 )q-(CO) r Ri5 (V), 
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R M denotes a hydrogen atom, a Ci^-alkyl group, a Ci_ 3 -alkylcarbonyl 5 arylcarbonyl, 
phenyl-Ci-3-alkylGarbonyl, heteroarylcarbonyl, heteroaryl-Ci-3-alkylcarbonyl, 
C i _4-alky lsulphony l^ary lsulphonyl, phenyl-C i _ 3 -alkylsulphonyl, heteroarylsulphonyl 
or heteroaryl-Ci-3-all^^sulphonyl group, 




q denotes one of the numbers^, 2, 3 or 4 

r denotes the number 1 or, if q is one of the numbers 2, 3 or 4, it may also denote the 
number 0 and 




Ris assumes the meanings of the abovementioned group R7, 



a group of formula 



-N(Ri 6 )-S0 2 -Ri7 (VI), 



wherein 




R i6 denotes a hydrogen atom or a Ci-4-alkyl group optionally terminally substituted 
by a cyano, trifluoromethyl-carbonylamino or 
N-(Ci-3-alkyl)-trifluoromethyl-carbonyl-amino group and 



30 



R17 denotes a Ci-3-aikyl group, 
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an amino group substituted by a di-(Ci-3-alkyl)-amino-Ci. 3 -alkyl-carbonyl or 
dVCi_3-alkyl)-amino-Ci.3-alkyl-sulphonyl group and a di-(Ci-3-alkyl)- 
aminb^arbonyl-Ci-3-alkyl group, 



iSralkyl)-C i .5-alkylsulphonylamino or N-(C i_3-alkyl)-phenylsulphonylamino 
group wherein the alkyl moiety is additionally substituted by a cyano or carboxy group, 

wherein all the^ngle-bonded or fused phenyl groups contained in the groups 
mentioned under R$ may be mono- or disubstituted by fluorine, chlorine, bromine or 

10 iodine atoms, by Ci^alkyl, trifluoromethyl, hydroxy, Ci_3-alkoxy, carboxy, Ci. 3 -alk- 

oxycarbonyl, aminoca^onyl, Ci-4-alkylamino-carbonyl, di-(Ci^-alkyl)- 
amino-carbonyl, aminosulphonyl, Ci- 3 -alkyl-aminosulphonyl, 
di-(Ci- 3 -alkyl)-aminosulphonyj, Ci^-alkyl-sulphonylamino, nitro or cyano groups, 
wherein the substituents may beSdentical or different, or two adjacent hydrogen 

15 atoms of the phenyl groups may b^replaced by a methylenedioxy group, 



and 



R 5 denotes a hydrogen atom or a Ci-3-alkyl group, 

wherein by an aryl group is meant a phenyl or naphthyl gr^up optionally mono- or 
disubstituted by a fluorine, chlorine, bromine or iodine atom, by a < 
nitro, carboxy, aminocarbonyl, Ci-3-alkyl or Ci-3-alkoxy groujWid 



25 by a heteroaryl group is meant a monocyclic 5- or 6-membered heteroaryl group optionally 
substituted by a Ci-3-alkyl group in the carbon skeleton, wherein 

the 6-membered heteroaryl group contains one, two or three nitrogentetoms and 

30 the 5-membered heteroaryl group contains an imino group optionally substituted by a 

Ci-3-alkyl or phenyl-Ci-3-alkyl group, an oxygen or sulphur atom or 
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simino group optionally substituted by a Ci^-alkyl or phenyl-Ci. 3 -alkyl group or an 
oxygfen or sulphur atom and additionally a nitrogen atom or 



5 an imino gfcoup optionally substituted by a Ci-3-alkyl or phenyl-Ci-3-alkyl group and 

two nitrogen atoms, 

and moreover ^henyl ring may be fused to the abovementioned monocyclic 
heterocyclic groups viaJwo adjacent carbon atoms and the bonding takes place via a 
10 nitrogen atom or via a carbon atom of the heterocyclic moiety or a fused phenyl ring, 



15 



20 



25 
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some or all of the hydrogen atoms irMie abovementioned alkyl and alkoxy groups or in the 
alkyl moieties contained in the above-defined groups of formula I may be replaced by 
fluorine atoms, 



and the hydrogen atom of any carboxy group present or a hydrogen atom bound to a 

\ 

nitrogen atom may each be replaced by a group wnich can be cleaved in vivo, 



or a tautomer or salt thereof. 

2. A compound of the formula I according to claim 1, wherein: 

Ri and R3 are as defined in claim 1, 

X denotes an oxygen atom, 

R 2 denotes a carboxy group, a straight-chain or branched Ci-6-alkoxy-carbonyl group, a 
C5-7-cycloalkoxycarbonyl or a phenoxycarbonyl group, 



30 
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^straight-chain or branched Ci-3-alkoxy-carbonyl group, which is terminally substituted in 
the aOcyl moiety by a phenyl, heteroaryl, carboxy, Ci-3-alkoxycarbonyl, aminocarbonyl, 
/ Ci-3-al^laminocarbonyl or di-(Ci-3-alkyl)-aminocarbonyl group, 

5 a straight-chain or branched C2-3-alkoxy-carbonyl group, which is terminally substituted in 
the alkyl moietytoy a chlorine atom, by a hydroxy, Ci-3-alkoxy, amino, Ci_3-alkylamino or 
di-(Ci-3-alkyl)-amino group, 

an aminocarbonyl or m^ylaminocarbonyl group, an ahylaminocarbonyl group optionally 

10 substituted in the 2 position of the ethyl group by a hydroxy or Ci-3-alkoxy group or, if R4 

\ 

does not denote an aminosulphonyl-phenyl or N-(Ci-5-alkyl)-Ci_3-alkylaminocarbonyl- 



25 



30 



phenyl group, it may also denote a di-(Ci_2-alkyl)-aminocarbonyl group, 
R4 denotes a C3-7-cycloalkyl groupA 




15 

whilst the methylene group in the 4>position of a 6- or 7-membered cycloalkyl group 

\ 

may be substituted by an amino, Qo-alkylamino or di-(Ci_3-alkyl)-amino group or 

\ 

replaced by an -NH or -N(Ci_3-alkyl) grqpp, 

\ 

20 or a phenyl group substituted by the group R*, which may additionally be mono- or 
disubstituted by fluorine, chlorine or bromine atoms^by Ci-3-alkyl, trifluoromethyl, 
hydroxy, Ci-3-alkoxy, carboxy, Ci. 3 -alkoxycarbonyl, amino, acetylamino, aminocarbonyl, 
Cu 3 -alkyl-aminocarbonyl, di-(Cio-alkyl)-aminocarbonyl,Wro or cyano groups, wherein 




the substituents may be identical or different and wherein 

R6 denotes a hydrogen, fluorine, chlorine, bromine or iodine atom^ 

a cyano, nitro, amino, Ci. 5 -alkyl, C 3 -7-cycloalkyl, trifluoromethyl, phenyl, tetrazolyl or 
heteroaryl group, 

the group of formula 
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drogen atom bound to the nitrogen atom may be replaced by a Ci -3-alky 1 



a Ci-3-alkoxy group, ariWnino-C2-3-alkoxy, Ci -3-alky lamino-C2-3-alkoxy, 
di-(C 1 - 3 -alkyl)-amino-C2^alkoxy 9 pheny 1-C 1 . 3 -alky lamino-C2-3-alkoxy , N-(C 1 -3-alky 1)- 
phenyl-Ci.3-alkylamino-C 2 ^alkoxy, pyrrolidino-C2-3-alkoxy, piperidino-C 2 -3-alkoxy or 
Ci-3-alkylmercapto group, 




10 a carboxy, Ci-4-alkoxycarbonyl, amiriocarbonyl, Ci_3-alkylamino-carbonyl, 

pheny 1-C 1 .3-alky lamino-carbony 1 or N-(C 1 . 3 -alkyl)-pheny 1-C 1 , 3 -alkylamino-carbony 1 
group, 




a C3-7-cycloalkyl-carbonyl group, 



wherein the methylene group in the 4 position o^the 6- or 7-membered cycloalkyl 
moiety may be replaced by an -NH or -N(Cio-alkyl) group, 



a 4- to 7-membered cycloalkyleneimino group, wherein 



a methylene group linked to the imino group may be replaced by a carbonyl or 
sulphonyl group or 





one or two hydrogen atoms may each be replaced by a Ci -3-alky 1 group and/or 



in each case the methylene group in the 4 position of a 6- or 7-membered^ 
cycloalkyleneimino group may be substituted by a carboxy, Ci-3-alkoxycai*vbonyl, 
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linocarbonyl, Ci- 3 -alkylaminocarbonyl> di-(Ci-3-alkyl)-aminocarbonyl, 
phe^l-Ci-3-alkylamino or N-(Ci_3-alkyl)-phenyl-Ci-3-alkylamino group or 

may be replaced by an oxygen or sulphur atom, by a sulphinyl, sulphonyl, -NH or 
-N(C i .3-alkyK) group, 



k^grou; 

" 



a Ci-4-alkyl group terminally substituted by the group R 7 , wherein 
R 7 denotes a Cs-7-cycloalkyl group, 



whilst the methylene group in the 4 position of a 6- or 7-membered cycloalkyl 
group may be replaced by an -NH or -N(Ci_ 3 -alkyl) group or 

\ 

in a 5- to 7-membered cycloalkyj group a -(CH 2 )2 group may be replaced by a 



15 -CO-NH group, a -(CH 2 )3 group may be replaced by a -NH-CO-NH- or a 

-(CH 2 )4 group may be replaced by a^H-CO-NH-CO group, whilst in each case 
a hydrogen atom bound to a nitrogen at§m may be replaced by a Ci-3-alkyl 
group, 

20 a phenyl or heteroaryl group, 

a hydroxy or Ci-3-alkoxy group, 

an amino, Ci- 6 -alkylamino, di-(Ci-6-alkyl)-amino, phenylamino, N-phenyl-Ci-3-alkyl- 

\ 

25 amino, phenyl-Ci. 3 -alkylamino, N-(Ci-3-alkyl)-phenyl-Ci- 3 -all^lamino or di-(phenyl- 

Ci.3-alkyl)-amino group, 




a co-hydroxy-C 2 . 3 -alkyl-amino, N-(Ci. 3 -alkyl)-0)-hydroxy--C 2 .3-alkyl-amino, 
di-(co-hydroxy-C 2 . 3 -alkyl)-amino, di-(co-(Ci_3-alkoxy)-C 2 -3-alkyl)-amin^or 
30 N-(dioxolan-2-yl)-Ci- 3 -alkyl-amino group, 
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"i.3-alkylcarbonylamino-C2-3-alkyl-amino or 
C i\alkylcarbony lamino-C2-3-alky 1-N-(C i _ 3 -alky l)-amino group, 

a C i -3-all^y lsulphony lamino, N-(C i . 3 -alky 1)-C i .3-alky lsulphony lamino, 
Cio-alkylsidphonylamino--C2-3-alkyl-amino or Ci_3-alkylsulphonylamino-C2-3-alkyI- 
-N-(Ci_3-alkylWmino group, 



10 



15 



20 
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a hydroxycarbonyPCj. 3-alky lamino or 
\ 

N-(C 1 .3-alky l)-hydroxycarbonyl-C 1 .3-alkyl-amino group 



a guanidino group whereima hydrogen atom may be replaced by a Ci -3-alky 1 group, 



a group of formula 



wherein 




N(R 8 )-(Sp-(CH 2 ) n -R9 («)> 



Rg denotes a hydrogen atom or a Ci-3-alkyl group, 



n denotes one of the numbers 0, 1 , 2 or 3 and 




R 9 denotes an amino, d_3-alkylamino, di-(Ci- 3 -aikyl)-amino, phenylamino, 

\ 

benzylamino or Ci-4-alkoxy group, a 5- to 7-membered cycloalkyleneimino 
group, wherein the methylene group in position 4 of thetoiperidino group may be 
replaced by an oxygen or sulphur atom, by an -NH, -N(Ci^-alkyl), -N(phenyl), 
-N(Ci -3-alky 1-carbonyl) or -N(benzoyl) group, or, if n denotes one of the 
numbers 1, 2 or 3, it may also denote a hydrogen atom, 

a group of formula 
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25 



-N(Rio)-(CH 2 ) m -(CO)o-Rl 1 (HI), 



Rio elenotes a hydrogen atom, a Ci-3-alkyl group, a Ci-3-alkylcarbonyl or 
Ci_3-alkylsulphonyl group, 




m denotes one of the numbers 1, 2 or 3, 




10 o denotes the numbgr 1 or, if m is one of the numbers 2 or 3, o may also denote 

the number 0 and 




Rn denotes an amino, Ci^alkylamino, di-(Ci_3-alkyl)-amino, Ci-4-alkoxy or 

Ci_3-alkoxy-Ci_3-alkoxy groufW a 5- to 7-membered cycloalkyleneimino group, 

\ 

15 wherein the methylene group in position 4 of the piperidino group may be 



replaced by an oxygen or sulphur atpm, by an -NH, -N(Ci_3-alkyl), -N(phenyl), 
-N(C 1.3 -alky 1-carbonyl) or -N(benzoyl') group, 



a C4-7-cycloalkylamino or C4-7-cycloalkenylaminp group wherein position 1 of the 
20 ring is not involved in the double bond, 




a 4- to 7-membered cycloalkyleneimino group, wherein^ 

the cycloalkylene moiety may be fused to a phenyl group^or^ 
one or two hydrogen atoms may each be replaced by a Ci-3-alkyl group and/or 



the methylene group in position 3 of the pyrrolidino group may be^substituted by 
a hydroxy or Ci-3-alkoxy group, 



30 
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in each case the methylene group in the 4 position of a 6- or 7-membered 
^cycloalkyleneimino group may be substituted by a hydroxy, hydroxy-Ci- 3 -alkyl, 
CW-alkoxy, carboxy, Ci-3-alkoxycarbonyl, aminocarbonyl, Ci-3-alkylamino- 
carbc^yl, di-(Ci-3-alkyl)-aminocarbonyl, phenyl-Ci-3-alkylamino or 
N-(Ci_^lkyl)-phenyl-Ci-3-alkylamino group or 



10 



15 



may be replaced by an oxygen or sulphur atom, by a sulphinyl, sulphonyl, -NH, 
-N(Ci- 3 -alkyl), -^fohenyl), -N(phenyl-Ci- 3 -alkyl), -N(Ci- 3 -alkyl-carbonyl), 
-N(Ci^-alkoxy-carbonyl), -N(benzoyl) or -N(phenyl-C 1-3 -alky 1-carbonyl) group, 



wherein a methylene group linked to an imino-nitrogen atom of the 
cycloalkyleneimino grouj) may be replaced by a carbonyl or sulphonyl 
group or in a 5- to 6-membered monocyclic cycloalkyleneimino group or a 
cycloalkyleneimino group fuse^ to a phenyl group the two methylene 
groups linked to the imino-nitrogen atom may each be replaced by a 
carbonyl group, 




or R6 denotes a Ci-4-alkyl group which is terminally substituted by a carboxy, 
20 Ci-3-alkoxycarbonyl, aminocarbonyl, Ci- 3 -alkylaminocarbony1 or 
di-(Ci. 3 -alkyl)-aminocarbonyl group or by a 4- to 7-membered^ 
cycloalkyleneiminocarbonyl group, 



25 



a group of formula 



-N(R 12 )-CO-(CH 2 ) p -Ri3 (IV), 



wherein 



30 



R12 denotes a hydrogen atom, a Ci-3-alkyl, C 5 -7-cycloalkyl, phenyl-Ci-3-alkyl or\ 
heteroaryl-Ci-3-alkyl group and 
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10 



15 



20 



25 



denotes one of the numbers 0, 1, 2 or 3 and 

Ri3 assumes the meanings of the abovementioned group R7, or, if p denotes one of 
the numbers 1, 2 or 3, it may also denote a hydrogen atom, 




a group of formula 



-N(Ri4)-(CH 2 ) q -(CO) r R 15 (V), 



wherein 



Rh denotes a hydrogen atom, ^Ci-4-alkyl group, a Ci-3-alkylcarbonyl, 
phenylcarbonyl, phenyl-Ci-3-alkyle^rbonyl, heteroarylcarbonyl, 
heteroaryl-Ci-3-alkylcarbonyl, Ci^-alkylsulphonyl, phenylsulphonyl, 
phenyl-Ci-3-alkylsulphonyl- heteroarylsulphonyl or heteroaryl-Ci-3-alkyl-sulphonyl 
group, 



q denotes one of the numbers 1, 2, 3 or 4, 



r denotes the number 1 or, if q is one of the numbers^, 3 or 4, it may also denote the 
number 0 and 





R15 assumes the meanings of the abovementioned group R?^ 
a group of formula 



-N(Ri 6 )-S0 2 -Ri7 (VI), 



wherein 



30 
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Ri6 denotes a hydrogen atom or a Ci^-alkyl group optionally terminally substituted 

a cyano, trifluoromethyl-carbonylamino or N-(Ci-3-alkyl)-trifluoromethyl- 
-caraonyl-amino group and 

Rn denotes a Ci-3-alkyl group, 



an amino group substituted by a di-(Ci_3-alkyl)-amino-Ci-3-alkyl-carbonyl or 
di-(Cio-alkyl)-amino-C\-alkyl-sulphonyl group and a di-(Ci_3-alkyl)- 
aminocarbonyl-Ci-3-alkyl group, 



\ 



wherein all the single%onded or fused phenyl groups contained in the groups 
mentioned under R$ mayJDe mono- or disubstituted by fluorine, chlorine or 
bromine atoms, by Ci-3-alkvl, trifluoromethyl, hydroxy, Ci-3-alkoxy, carboxy, 
Ci-3-alkoxycarbonyl, aminocarbonyl, Ci-3-alkyl-aminocarbonyl, 
15 aminosulphonyl, Cio-alkyl-amimosulphonyl, nitro or cyano groups, wherein the 

substituents may be identical or different, or two adjacent hydrogen atoms of the 
phenyl groups may be replaced by cnmethylenedioxy group, and 

R5 denotes a hydrogen atom or a Ci-3-alkyl group, 

20 

whilst by a heteroaryl group as mentioned above is meant a pyridinyl, pyrazinyl, 
pyrimidinyl, pyridazinyl, pyrrolyl, furyl, thienyl, oxazolylMhiazolyl, pyrazolyl, imidazolyl 
or triazolyl group optionally substituted in the carbon skeletonby a Ci_3-alkyl group 
wherein a hydrogen atom bound to a nitrogen atom may be replaced by a Ci-3-alkyl or 
25 phenyl-Ci-3-alkyl group and wherein the 5-membered heteroaryPgroups containing at least 
one imino group are bound via a carbon or nitrogen atom, 

a hydrogen atom bound to a nitrogen atom in the abovementioned groups may be replaced 





by a group which can be cleaved in vivo\ 



30 
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carboxy groups contained in the abovementioned groups may each be substituted by a 
which can be cleaved in vivo, 

some or all of the hydrogen atoms in the abovementioned alkyl and alkoxy groups or in the 
alkyl moietiekcontained in the above-defined groups of formula I may be replaced by 
fluorine atoms a*Kl 

or a tautomer or salt tftfereof. 




10 

3. A compound of the forn^ula I according to claim 1, wherein: 

X denotes an oxygen atom, 

15 Ri denotes a hydrogen atom 

R 2 denotes a carboxy group, a straight-chain or^branched Ci-4-alkoxycarbonyl group or a 
phenoxycarbonyl group, 

20 a straight-chain or branched Ci- 3 -alkoxy-carbonyl grou^which is terminally substituted in 
the alkyl moiety by a phenyl, carboxy, Ci- 3 -alkoxycarbonyl, aminocarbonyl, 
Ci-3-alkylaminocarbonyl or di-(Ci. 3 -alkyl)-aminocarbonyl group, 



a straight-chain or branched C 2 -3-alkoxy-carbonyl group which is terminally substituted in 

A 

25 the alkyl moiety by a hydroxy, Ci-3-alkoxy, amino, Ci-3-alkylamino^or 
di-(Ci-3-alkyl)-amino group, 



30 




an aminocarbonyl or methylaminocarbonyl group, an ethylaminocarbony^group optionally 
substituted in the 2 position of the ethyl group by a hydroxy or Ci_ 3 -alkoxyVoup or, if R4 
does not denote an aminosulphonyl-phenyl or N-(Ci. 5 -alkyl)-Ci. 3 -alkylaminocarbonyl- 
phenyl group, it may also denote a di-(Ci. 2 -alkyl)-aminocarbonyl group, 
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R 3 derates a Ci_4-alkyl group or a phenyl group which may be substituted by a fluorine, 
chlorine aRbromine atom, by a trifluoromethyl, Ci-3-alkyl, hydroxy or Ci_ 3 -alkoxy group, 

R4 denotes a C 5 \cycloalkyl group, 



10 



wherein the methylene group in position 4 of the cyclohexyl group may be 
substituted by an ammo, Ci-3-alkylamino or di-(Ci_ 3 -alkyl)-amino group or replaced 
by an -NH or -N(C 1-3 -alky 1) group, 



a phenyl group, a phenyl group disubstituted by Ci-3-alkyl, Ci-3-alkoxy or nitro groups, 



wherein the substituents may be identical or different, or 



15 a phenyl group substituted by the group R^vhich may additionally be substituted by a 
fluorine, chlorine or bromine atom or by an amino or nitro group, wherein 
R6 denotes a fluorine, chlorine or bromine atom\ 



20 



25 



a Ci-3-alkyl, Ci-3-alkoxy, nitro, amino or C 5 -6-cycloalkyl group, 

a pyrrolyl, pyrazolyl, imidazolyl, triazolyl or tetrazolyl^roup bound via a carbon atom, 
wherein the abovementioned heteroaromatic groups in the casbon skeleton may be 
substituted by a Ci-3-alkyl group or a hydrogen atom bound to ^nitrogen atom may be 
replaced by a Ci-3-alkyl or phenyl-C 1.3 -alky 1 group, 



the group of formula 



Q 



-CH: 




N 
H 



NH 

A. 



o 
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fn^arboxy, Ci_4-alkoxycarbonyl, phenyl-Ci^-alkylamino-carbonyl or C 5 -7-cycloalkyl- 
carWsmyl group, 

a 5 or 6-mcmbered cycloalkyleneimino group, wherein 

the methylene group in position 4 of the piperidino group may be replaced by an 
oxygen or sulphur atom, by an -NH or -N(Ci_3-alkyl) group, 

an unbranched Ci- 3 -alfcyl group terminally substituted by the group R 7 , wherein 

R 7 denotes a C 5 _7-cycloalkyl group, 



wherein in a 5 or 6-nJbmbered cycloalkyl group a -(CH 2 )2 group may be replaced 
by a -CO-NH group, a ^CH 2 ) 3 group may be replaced by an -NH-CO-NH- or a 
15 -(CH 2 ) 4 group may be replaced by an -NH-CO-NH-CO group, whilst in each 

case a hydrogen atom bound^p a nitrogen atom may be replaced by a Ci_3-alkyl 
group, 

a phenyl or pyridinyl group or a pyrroly\pyrazolyl, imidazolyl or triazolyl group 
20 bound via a carbon or nitrogen atom, wherein the abovementioned heteroaromatic 

groups in the carbon skeleton may be substituted by a Ci_ 3 -alkyl group or a hydrogen 
atom bound to a nitrogen atom may be replacecnby a Ci-3-alkyl group, 

a hydroxy or Ci-3-alkoxy group, 

25 

an amino, Ci- 6 -alkylamino, di-(Ci. 6 -alkyl)-amino, phenylamino, 
N-phenyl-Ci-3-alkylamino, phenyl-Ci_ 3 -alkylamino or N-(Ci^-alkyl)-phenyl- 
Ci.3-alkylamino group, 

30 a co-hydroxy-C 2 . 3 -alkyl-amino, N-(Ci_ 3 -alkyl)-co-hydroxy-C 2 o-alkyl^nino, 

di-(co-hydroxy-C 2 . 3 -alkyl)-amino or di-(o-(Ci.3-alkoxy)-C 2 . 3 -alkyl)-amino group, 
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a C\-alkylcarbonylamino-C2-3-alkyl-amino or 
C ( . 3 -afl^ylcarbonylamino-C2-3-alky 1-N-(C i . 3 -alkyl)-amino group, 

a Ci-3-alkyftulphonylamino, N-(Ci-3-alkyl)-Ci-3-alkylsulphonylamino, 
Ci . 3 -alkylsulpKonylamino~C2-3-alkylamino or C i _ 3 -alkylsulphonylamino- 
-C2-3-alkyl-N-(C^3-alkyl)-amino group, 



o 

m 
'"'-■i 
m 

131 
ui 
Ml 

is 

CI 

\JI 

Q 
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a hydroxycarbonyl-C^s-alkylamino or 
N-(Ci.3-alkyl)-hydroxyckrbonyl-Ci_3-alkyl-amino group, 

a guanidino group wherein a riydrogen atom may be replaced by a Ci-3-alkyl group, 



a group of formula 



-N(R 8 )-C(J 



n-R9 (H)> 



wherein 




Rs denotes a hydrogen atom or a Ci-3-a] 
n denotes one of the numbers 0, 1 , 2 or 3 and 

R 9 denotes an amino, Ci-3-alkylamino, di-(Ci-3-alkylWmino or Ci-4-alkoxy 
group, a 5- or 6-membered cycloalkyleneimino group,Vherein the methylene 
group in position 4 of the piperidino group may be replaced by an -NH, 
-N(Ci-3-alkyl) or -N(Ci_3-alkyl-carbonyl) group, or, if n denotes one of the 
numbers 1, 2 or 3, R9 may also denote a hydrogen atom, 



30 



a group of formula 
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-N(R 10 )-(CH 2 ) m -(CO) o -Ri i (III), 



Rio demotes a hydrogen atom or a Ci-3-alkyl group, 



m denotes oV of the numbers 1, 2 or 3, 



o denotes the nunffe^r 1 or, if m is one of the numbers 2 or 3, o may also denote 
the number 0 and 

Rn denotes an amino, Ci_3^alkylamino, di-(Ci-3-alkyl)-amino, Ci-4-alkoxy or 
methoxy-Ci-3-alkoxy group or 6-membered cycloalkyleneimino group, 

wherein the methylene group in position 4 of the piperidino group may be 
replaced by an -NH, -N(C 1.3 -alky 1)V -N(Ci-3-alkyl-carbonyl) group, 

an azetidino, pyrrolidine, piperidino, 2,6-dim^thyl-piperidino, 
3,5-dimethyl-piperidino or azepino group, wherein 



the methylene group in position 3 of the pyrrolidijio group may be substituted by 
a hydroxy group, 

the methylene group in position 4 of the piperidino grou^may be substituted by 
a hydroxy, hydroxy-Ci-3-alkyl or Ci_3-alkoxy group or 



may be replaced by an oxygen or sulphur atom, by a sulphinyl^ulphonyl, -NH, 
-N(C U3 -alkyl), -N(Ci- 3 -alkyl-carbonyl), -N(benzoyl) or -N(phenyl^Ci- 3 -alkyl- 
carbonyl) group, 
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wherein a methylene group linked to an imino-nitrogen atom of the pyr- 
rolidino, piperidino or piperazino group may be replaced by a carbonyl 
group, 

5 or R$ denote^a straight-chain Ci-3-alkyl group which is terminally substituted by a carboxy 
or Ci-3-alkoxy-c^rbonyl group, 



a group of formula 



10 



-N(Ri 2 )-CO.(CH 2 )p-Ri3 (IV), 



15 



wherein 



R12 denotes a hydrogen atom, a^i-3-alkyl or phenyl-Ci. 3 -alkyl group, 



p denotes one of the numbers 0, 1 or*2 and 



20 



R13 denotes an amino, Ci-4-alkylamino, di-(Ci-4-alkyl)-amino, benzylamino, 
N-(Ci_ 3 -alkyl)-benzylamino, Ci-3-alkoxy-OL3-alkylamino, N-(C 1.3 -alky 1)- 
Ci_3-alkoxy-Ci-3-alkylamino, di-(2-methoxy-etiiyl)-amino, di-(co-hy- 
droxy-C 2 . 3 -alkyl)-amino or aminocarbonyl-metnyl-N-(methyl)-amino group, 



25 



30 



a pyrrolyl, pyrazolyl or imidazolyl group bound via a^nitrogen atom and optionally 
substituted by a Ci-3-alkyl group, 

a pyrrolidino, piperidino, morpholino, thiomorpholino or a priperazino group 
optionally substituted in the 4 position by a Ci-3-alkyl, phenyl^ . 3 -alkyl, 
Ci.3-alkylcarbonyl or CWalkoxycarbonyl group or, if n denotes^he number 1 or 2, it 
may also denote a hydrogen atom, 

a group of formula 
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-N(Ri4)-(CH 2 ) q -(CO) r -R 15 (V), 



10 



15 



20 



25 



whereif 



Ri4 denotes a hydrogen atom, a CWalkyl, Ci-3-alkyl-carbonyl, phenylcarbonyl, 
phenyl-Ci_3^kylcarbonyl, furyl-carbonyl, pyridinyl-carbonyl, furyl-Ci-3-alkyl- 
carbonyl, pyriai^yl-Ci_3-alkylcarbonyl, Ci-4-alkylsulphonyl, phenylsulphonyl or 
phenyl-Ci-3-alkylsidphonyl group, 



q denotes one of the numbers 1, 2 or 3, 

r denotes the number 1 or, if qi£ one of the numbers 2 or 3, it may also denote the 
number 0 and 

R i5 denotes an amino, Ci^-alkylamino, xh-(Ci^-alkyl)-amino, phenylamino, 
N-(Ci^-alkyl)-phenylamino, benzylamino\r N-(Ci-4-alkyl)-benzylamino group, 

or a group of formula 



wherein 




-N(R 16 )-S0 2 -Ri7 (VI), 



Rie denotes a hydrogen atom or a Ci_3-alkyl group optionally teqninally substituted 
by a cyano, trifluoromethyl-carbonylamino or 
N-(C 1.3 -alky l)-trifluoromethyl-carbonyl-amino group and 

R17 denotes a Ci-3-alkyl group, 
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wherein all the single-bonded or fused phenyl groups contained in the groups 
mentioned under Re may be substituted by a fluorine, chlorine or bromine atom, 
by a methyl, trifluoromethyl, methoxy, nitro or cyano group and 



5 R5 denotes a IWdrogen atom, 



15 



25 



wherein a hydrogerKatom bound to a nitrogen atom in the abovementioned groups may be 
replaced by an acetyl or tert.butoxycarbonyl group, 



3^ert.i 



10 the carboxy groups contained in the abovementioned groups may also be present in the 
form of the tert.butoxycarbonylprecursor group, 




or a tautomer or salt thereof. 



4. A compound of the formula I according to claim 1, wherein: 



X denotes an oxygen atom, 



20 Ri and R5 each denote a hydrogen atom, 




R2 denotes a methoxycarbonyl, ethoxycarbonyl or aminocaifoonyl group 



R 3 denotes a phenyl group and 



R4 denotes a phenyl group monosubstituted by the group R$, wherein 



R6 denotes an N-methyl-imidazol-2-yl group, 



30 an unbranched Ci-3-alkyl group which is terminally substituted by a Ci-4-alkylamino, 
di-(Ci-4-alkyl)-amino, piperidino or 2,6-dimethyl-piperidino group, 
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.group of formula 



-N(R 12 )-CO-(CH 2 ) p -Ri3 (IV), 



wherein 



R12 denotes a\Ci- 3 -alkyl group, 



10 



p denotes one of me numbers 1 or 2 and 



Ri3 denotes a di-(Ci-3-alkyl)-amino group, 



or a group of formula 



15 




-N(Ri 4 )-(CH,2)q-(CO) r Ri 5 (V), 



wherein 



20 Rh denotes a Ci. 3 -alkyl-carbonyl or Ci_ 3 -alkylsulphonyl group, 



q denotes one of the numbers 1, 2 or 3, 



25 



r denotes the number 1 or, if q is one of the numbers 2 or 3, r may also denote the 
number 0 and 



Ris denotes a di-(Ci_3-alkyl)-amino group, 



or a tautomer or salt thereof. 



30 
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5. \ A compound selected from the group consisting of: 
/ (a) 3-Z-[ N(4-(piperidin- 1 -yl-methyl)-anilino)- 1 -phenyl-methylene]-6-ethoxycarbonyl-2- 



5 



indolinone, 

(b) 3-Z-[( 1 -(4-(pip^ridin- 1 -yl-methyl)-anilino)- 1 -phenyl-methylene]-6-carbamoyl-2- 
indolinone, 



(c) 3-Z-[ 1 -(4-(piperidin- l\^l-rnethyl)-anilino)- 1 -phenyl-methylene]-6-methoxycarbonyl-2- 
10 indolinone, 

(d) 3-Z-[l-(4-(dimethylaminome^yl)-anilino)-l-phenyl-methylene]-6-ethoxycarbonyl-2- 
indolinone, 

1 5 (e) 3-Z-[ 1 -(4-((2 5 6-dimethyl-piperidin-\yl)-methyl)-anilino)- 1 -phenyl-methylene] -6- 
ethoxycarbonyl-2-indolinone, 

(f) 3-Z-[l-(4-(N-(2-dimethylamino-ethyl)-N-a^tyl-amino)-anilino)-l-phenyl-methylene]- 
6-ethoxycarbonyl-2-indolinone, 

20 

(g) 3-Z-[l-(4-(N-(3-dimethylamino-propyl)-N-acetyl\mino)-anilino)-l-phenyl- 
methylene]-6-ethoxycarbonyl-2-indolinone, 




(h) 3-Z-[l-(4-(N-(2-dimethylamino-ethyl)-N-methylsulphon^l-amino)-anilino)-l-phenyl- 
25 methylene]-6-ethoxycarbonyl-2-indolinone 9 




(i) 3-Z-[ 1 -(4-(dimethylaminomethyl)-anilino)- 1 -phenyl-methylene]^6-methoxycarbonyl-2- 
indolinone, 

30 (j) 3-Z-[ 1 -(4-(N-acety l-N-dimethylaminocarbonylmethyl-amino)-anilinoj^l -phenyl- 
methylene]-6-methoxycarbonyl-2-indolinone, 
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-Z-[l -(4-ethylaminomethyl-anilino)- 1 -phenyl-methylene]-6-methoxycarbonyl-2- 
indohnone, 

5 (1) 3-Z-[ 1 -(4^-methyl-imidazol-2-yl)-anilino)- 1 -phenyl-methylene]-6-methoxycarbonyl- 
2-indolinone, 

(m) 3-Z-[ 1 -(4-(N-dim^hylaminomethylcarbonyl-N-methyl-amino)-anilino)- 1 -phenyl- 
methylene]-6-methoxyc^bonyl-2-indolinone, 



10 



25 



(n) 3-Z-[ 1 -(4-(N-(2-dimethylariSno-ethyl)-N-methylsulphonyl-am 1 -phenyl- 

methylene]-6-methoxycarbonyl-2-imdolinone, 

(o) 3-Z-[ 1 -(4-(N-(3-dimethylamino-prop 1 -phenyl- 

1 5 methyl ene]-6-methoxycarbonyl-2-indolinone, 

(p) 3-Z-[ 1 -(4-(N-dimethylaminocarbonylmethyl^-methylsulphonyl-amino)-am 1 - 
phenyl-methylene]-6-methoxycarbonyl-2-indolinoiK 



20 (q) 3-Z-[l-(4-(N-((2-dimethylamino-ethyl)-carb^ 
methylene]-6-methoxycarbonyl-2-indolinone, 

(r) 3-Z-[ 1 -(4-(N-(2-dimethylamino-ethyl)-N-ace1yl-amino)-anili^- 1 -phenyl-methylene] - 
6-methoxycarbonyl-2-indolinone and 



(s) 3-Z-[ 1 -(4-methylaminomethyl-anilino)- 1 -phenyl-methylene]-6-meth(^ycarbonyl-2- 
indolinone, 

or a tautomer or salt thereof. 



30 
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6. A phy§k4,ogically acceptable salt of a compound according to claim 1, 2, 3, 4 or 5. 



7. A pharmaceutical compositi^omitaining a compound according to claim 1, 2, 3 or 
4, or a physiologically acceptable salt therec&4n accordance with claim 5, together with a 
pharmaceutical^ acceptable carrier. 



8. A method for treating excessive or anomalous cell proliferation which comprises 
administering to a host in need of such treatment an antiproliferative amount of a 
compound in accordance with claim 1, 2, 3 or 4, or a physiologically acceptable salt 
thereof in accordance with claim 5. 
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